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mm^ mmm 

N- (l -*97Ji- 5 -jtjfl/tf^i/t^n/- 4 , 6 -v*^fr4 y FU y- 
7->T;i/) -2, 2 -i?^fj^D;\'>7^ KXte^<Dg|Si:I^£*l£i&h, 
HMG-C o AM^gNtPIWJfc, |Bj^{CXtt^W&ev>TS!J^{C^t-<&^CD 

[fiN^2] 

hmg-c o Am^mmmmmtiK >, n a* 

HMG-C o A3S7n»3Rlfi«!I#, ^5;U^f >Xl±7 h ;wt* # 
[if #5(4] 

n- ( i -*??-)v- 5 4 , 6 -v**-frjy FU >- 

7--f;i/) -2, 2 -^^^;i/^n/N°>T^ K HMG-C o AjStc 

HMG-C o AsaTcBsmifi^jWAt, ^7/U^f>, n/U^f>, 

n- ( i 5 -^j;b3K^r^^^;i/- 4 , 6 -y*?-n,4 y kv >- 
7--f;i,) -2, 2-i/'^f;^DA>7^K 7b;wU^f>$: 

n- ( i 5 -^;i/^dri/^^;i/-4, 6 - y ku >- 



ffi$E# 2001-3068786 
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7--r;i/) -2, 2-9^f;Wn;^7^K 

[0 0 0 1] 

> KU 7 --f;i/) -2, 2 -^*^;i/:/cm>y * FXiZ J £(Dmm±Wtm2 
tisifti:, 3-tKn^i/-3-^f^^H'j;i/CoA (j^T, hmg-Co 

[0 0 0 2] 

Hi 5 9 5 (1 9 8 8^) [ Diabetes , 37, 1595 (1988)] } 0 

x \%mmmtm.mm izM^x wt- v ^ t e> *i 

TV^ (/U^^-lh'/Ht?^^-?^, 3fS9 6 0#, fg 2 9 4 
H (1 9 8 8^) [ Biochim. Biophys. Acta , 960 , 294 (1988)] 0 ^ot, JglC 

ir *f^m ©gam &mm&&& t £ *i r v * s . 

[0 0 0 3] 
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M±m&&t>^T&lj?zz£.tfm^tez£tfft\t>nx^z> {if- vyyyy- 

~?~=lT)\, • • JjJl • -fe^tfrt-^-C 12 9 fig (1 9 9 8#) 

[The Washington Manual of Medical Therapeutics, 29th Edition, by Departm 
ent of Medicine, Washington University School of Medicine (1998)]} 0 i; 

^, H139I (1 9 9 5^) [ Diabete & Metabolisme (Paris) , 21, 139 (199 
5)]„ Will W09 7/1 6 1 84WCii, 2, 6 - fcf* ( 1 - .* 

7Ji) [ [2, 4, (i-^f;bxf;b) 7i-M r-fe^ 

^;b7?^-hi:7 b)vAx*^y*mfr&£>^TM^&mmmmy!)-h\ 

=R ft #7 ic ffiB £ ti T V % £ o 
[0 0 0 4] 

V*%©fc&»J (M^H K^y FX ' *~7 ' if • 7a-ft-, ^2 5t, $1 
7 1 1 (2 0 0 0^) [ Drugs of the Future , 25, 171, (2000)]^} , 

[0 0 0 5] 

U «fc e> £ f SlIRffl] 

JH, N- ( 1 5 -jhJbJtfdfS/** 1 /^- 4 , 6 -V**JH y KU > 

-7--r;v) -2, 2 -i;^f;i/7°nA>r^ KXfct^I^Jtfr^StiStfifc 

, hmg-c o Am^mmmmM^m^tD-^xmm-t^zmzj: y, bi«<£t 

ffl (#fc, M^ftiS) ©^RSmxii^^ (#(C tbt^fflt^S 
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[0 0 0 6] 

N — (1 5 -j&;i/jtf3f*/*^;i/-4, 6-^^^;i/>f 

> FU >- 7 --r;i/) -2, 2-y>lf KXttfonai^S 
HMG-C o Ajg7C^IS*^J$:, lW{CX&«ra£«^TS!J* 

[0 0 0 7] 

;i/-4, 6 -s?*^;i/>f > FU y- i ->r;v) - 2, 2.-v^^)^zfnnyy % 

F X ©^SLfcim £ *l £ & £ , HMG-Co AMtc^PIWMT* & £ . 
[0 0 0 8] 

#»iia©BU!!ffiJER&fc;&v*T, N — ( l -*>?m- 5 -%)Vtf3ri/*?-)i- 
4, 6 -s?*^;i/>f > FU >- 7 ->f ;b) - 2, 2 -^*^;i/^a/OT^ Ktt 

, WO 9 7/1 2 8 6 0^ (EP0866059) lC|S«S*lfe, TIBflftgaSS: 
[0 0 0 9] 

[fb i ] 



[0 0 10] 
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4f^HS5 7 - 2 2 4 0# (USP4346227) JCffi«3*lfc, ( + ) - (3 
R, 5R)-3, 5-j;tKn*i/-7 - [ (IS, 2S, 6S, 8S, 8aR 
) - 6 - t: Kn^S/- 2 -*?-J\,- 8 - [ (S) - 2 - * U ;i/^-^P S/] 

-1, 2, 6, 7, 8, 8 a -^x^-y-t: Kn- 1 (J^T 
, ^7/U^f>tt«tS. ) , #^B§5 7-163374-ff (USP423 
1 9 3 8) lcaB«3*lfc, ( + ) - (IS, 3 R, 7S, 8S, 8 a R) - 1 , 
2, 3, 7, 8, 8 a -/sdfiJ-li Kn- 3, 7 - 8 - [2- [ (2R 

, 4 R) -9- N^H Kn-4 -t Kn^rS/- 6 ->f3fV- 2 H-tf9>- 2 ->f 

(S) - 2 - i/- h (j^t, n;U^ 

*y ) , #H§BH5 6 - 1 2 2 3 7 5^ (USP4444784) tC 

fS«£4l£, ( + ) - (IS, 3 R, 7S, 8S, 8 a R) -1, 2, 3, 7, 
8, 8 a -/\3f1Mi Kn- 3, 7-^^^;i/-8- [2- C (2R, 4 R) 
H5tKn-4-tKD^i/-6 v- 2 H - fcT ^ y - 2 - x^;i/] 

2, 2 - V^^-ji/^^-u— b (£AT> 2/ s^;**^ 

) > #^B§6 0-50001 5# (U S P 4 7 3 9 0 7 3) tCfS«$tV^, 
(±) (3R*. 5S*, 6E) -7- [3- (4-7Mn7i-jl/) -1- ( 

l - - l H->f y K-;i/- 2 ->f -3, 

6 -'s^-r-^Sft (J^T, 7^;U^f->i:fiSt5. ) , - 2 1 6 9 7 

4# (USP 5 0 0 6 5 3 0) JC|H«Stlfe, (3R, 5S, 6E) -7- [4 

- (4-7WD7i3) -2, 6-$;- ( 1 -*^;i/X^;i/) 

S/*r/\/tZV 3 --f;H -3, 5 -s^t: Fndp*/- 6 (J^T 
, U A* #B§-f£ 0 ) , - 5 8 9 6 7f (USP527399 

5) izmMZtlfc. (3R, 5S) - 7- [2- (4 -7;i/tB7i-;i/) -5 

- ( i -^f;i/xf;i/) - 3 -7x^;i/-4 -7xn;i/7^ 1 h 

-ifU-JV- 1 --r;v] -3, 5 -^"t: Fn3ri"\^#>^ (J^T, Th^U 
**>fc#irf *. ) Xtt43BB¥5 - 1 7 8 8 4 1 # (USP5260440) 
fCfE«£*l7c, ( + ) - (3R, 5 S) - 7 - [4 - (4-7WD7i3) 

- 6 ->f y ^ntfii/- 2 - (N— # > ;i/ :7 * x ;i, 7 ^ y) tfU 
^ 5 ->r;i/] -3, 5-s;tFn^s/-6 (e) -^zf^-ym (js*T, n 
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rtxm-y* n;U^f i/Z/Ax#3-y^ 7;wUJ!f>, y;U^f>, 
[0 0 1 1 ] 

J^TfC HMG-C o A3l7B»*ia*^©^»*%©©¥ffi*3t^;S:^1-o 
[0 0 12] 

[ft 2 ] 
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Mb 3] 




H3C SO2CH3 



[0 0 13] 

;i/-4, 6 -^^^;i/>r > KU y- 1 ->r;i/) - 2, 2 -^*^;b:/n/N 0 >7^ 
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[0014] 

© S N - ( 1 -stZ?-)V- 5 -j&;i/sj? 
3f^*^;i/-4, 6 -y*3-)\,j > KU >- 7 --f/l/) - 2, 2-i/^f;i/^a 
/^75 FXttHMG-Co AiSTC^PlWMli. mMKJSCT, fltffilC^oT 

T*^-5„ mm^P (Wz-l£x.-v L JlM. x^fMXttTi^-Mt'fe 

#$8tcM:y;ni-;i/£) , 5#72rM3 0«Sb 

T*££„ ^CDJ;9^Si:lt[i, #9A«, ^hUtfAft, #U?Aft, U^tfA 
ft<z>«fc3fcr;i/5&y&«ft, #;i/£/^Aft, 7ni/fAS0i^j;r;WJ± 
S^Mft, T;i^x?Aft, $fcft, M$&ft> $?ft> -vT)\s1&, nA^httf© 
^Mft ; 7>^ — Aft©J:^fca§M»ft, t 7 ^ >ft> ^>^;i/7 

^>ft, ^l/jfty >ft, >ft, 7ii^y'Ji/>r;i/^n^S 

„ x^b>^7^>ft, N-*^-;i/^;i/# ^ >ft, ^7-y>S, s/'x^^T^ 
>ft, h'JxW$>S, S^S/^n's* S/;i/7 5>S, N, N'-*/'^>^;t/ 
x^u>^7^>ft> ^on^njj^>l yn*>f>S, j;x^;-;^7^> 
ft, N-^>^l/7i^fJl/70iS, fcf^9^>ft, -T- h-5^^;i/T>^ — ^ 
a^ mj* (tFn^S'^f^) 7^y*#>ft©J:e>&Mft^tf>7^>ft 
t*&u*#, ^ji{ciir;i/*u^Mft (#fc^- h u ?Aftx&#;w>^Aft) t*& 

[0 0 15] 

ft, em^o^^i^ t ^ § hm g - c o A&Tmmm&mzft 

V^> D/U^fX 7ib/U^f X 

■5ft (^{Ctt, h V ^AftXte^l/S^Aft^O fc^-fS. 
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[0016] 

?;i-4, 6 - v**Jb-i y KU y- 7 ->f - 2, 2 -*?^f^^n;or 
S KXl«©2S3IJ:f^3ftS&fc, HMG-C o A3a7C»3RiaWJtt, 

J± *i & © © v ^ f *i * #38 re &c & £ $ ft 6 . 

[0 0 17] 

s KXte-e©3m±fiFgsti*£i:, hmg-c o AM^gpm&aw^m, 

[0 0 18] 
[0019] 

-HcZ+Jb - 5 -*^jK^r2/^^^-4, 6 > KU > - 7 - 

-2, 2-^*^;i^n/i>r^ KXtt^oSia^^StiSttlSrS-^b, 
T% &#Xbft£B#|tmiC, HMG-C oA3S7C»lRia*SaS:a#Lfc»J, 3c 
, «*JJCHMG-CoA387£aS3lllSSF^S:*a#L, #C^T*, 8&tf>e>*lfclltfiaffcK: 
, N — ( 1 -JrtT-fy- 5 -#;i/J#3f S/*^;i/-4, 6 -^*^;i/-f > KU >- 
7 — f;b) -2, 2 -^^^;v^nA°>r^ KXtt-e©H«_t#«3 *i*SfiS:iK 

[0 0 2 0] 

(1) HMG-C o A3B7C»lRlffl*m*<, D/U^X */ 
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(2) hmg-co Am7bmmmmmt>\ 75rtx**yxi*yhfr*x9* 

(3) N- (1 -;f^;b- 5 -#;i//tf3f S/*^;i/-4, 6 — VZ^-Jl'i y F 
U >- 7 ->r;i/) - 2, 2 -vt^fr-furtyy ^ K tfumi&t. hmg-Co 

AMTtBmmwmz. mmzx\t^m^m.^xm^izn^--t^^(Dmmm^. 

(4) hmg-c o Am^mmmmmtiK ^^xxz+y* uAxzry. v 

y/i7s*3-y, yjui^^^y, VA**?-y, y h;i/Ax#^>x&nxA^ 

(5) N- ( 1 -*>?=f-)\s- 5 -%;itf*ci/*?-jl- 4, 6-v*7-)ijyF 

V y- 7 --r;i/) - 2, 2-y^f;vyn;07^K SftBfttfefc, 7l>;i//U^ 
l*mu:Xl«ra£g^T^{c&#-r3^<Z), (3) fcfB*g<zm^M 

^j, 

(6) N- (1 5 -#;i/jtf3f S/*^-;i/-4, 6 - ^;i/-f > K 
U>-7--r;i/) -2, 2-Wf^D/i>rU* ffim&.£. -f^**** 
>&, [SI^{CXtt^ra$:evNTS!J^{c^^^S^cD, (3) £3B4£®E 

[0 0 2 1] 

^;i/-4, 6 -^'^^;i/-f > ku >- 7 - 2, 2-^WQA>r 

^ KXtt-eoHa^ff^StlSifttt, WO 97/12860 (EP086605 
[0 0 2 2] 

hmg - c o AMTbrnmrnmrnt 

, WO 9 7/1 2 8 6 0# (EP0866059), #M¥ 9 - 1 4 3 1 3 7# 
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(EP00763524) , #H8Bg 5 7-2 2 4 0f (USP4346227) 
, #BBHB 5 7- 1 6 3 3 7 4^ (USP4231938) , #^Bg 5 6-122 
375-^ (USP4444784) , #^Bg 6 0-50001 5# (USP47 
3 9 0 7 3) , *ftffi¥ l- 2 1 6 9 7 4f (USP5006530) , $$ffi¥ 3 
- 5 8 9 6 7# (USP5273995) Xtt#i¥5 - 1 7 8 8 4 1^ (US 

P5260440) izmm<Dxmizm\ m%izm&?2>z.£rfT*g& a 

[0 0 2 3] 

*mn<DN- ( i -*>;?-)\s- 5 -jjjitf*ci/*^;v- 4 , 6-^*^;i/-f> 
KU>'-7--r;V) -2, 2-¥*?-)\,7U/*yTS> Fxit*<Dmm±^t*ti 

zi&t. HMG-coAi^iiif^j5:, mftizxiz^mzm^xm* izn^ 
t&z&nmmM&mz. mnr^m^i&r^m^mv. $.fr*mm\z&v2>mmm 
^tizMLxmnr^mmm^m^^L. m&MmMz&&?z>n&mizftLxm 

N- ( 1 -yttf-Jl,- 5 -#;i/jK4FS/*^;i/- 4 , 6-S?^f-M>KU>-7 

->f;i/) -2, 2 A>7^ KXtt-ecoiiiaiJifffSati-S^i:, H 

mg-c o A3B7c»iiiiJa«Mtt, -zti *>ti&mzti&z.£& u, 

[0 0 2 4] 

^;b-4, 6 -*?*^/i/>f > FU >- 7 --r;i/) - 2, 2 - ^^I/^d/OT 

^ \?xi* j t<Dmm±ftmzft&&£* HMG-coAmTtmmmwmz. 

&Z.£tfX£Z> a 

[0 0 2 5] 

*»w©Bssi«a«ftS:, ±m^m<D^mmxizmmmt Lxmm-r zm&iziz 

f;b-4, 6 ;w > K'j >- 7 ->f;W - 2, 2 - *j*^n,7unyy 

$ \?xiz*<Dmm±mmzftz>i&ii. hmg-co Am7h&mmwmz> 
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[0 0 2 6] 

S"?A©J:-5fc3ilfctfi3t&tf; ; *m>!KiR3&;i/$'?A©J:3&SSgfc& ; mM*A/i/ 

U ^Atf)<fce>&a^& ; n-fr ; y?jlM ; &M&Wt± FU^A; D L n>f 
; ^tf'J ;nffigH- h U ?A. 7 1 )'JM7^^i/^A0i^j;7')'J^ 

^n^^^t;bn-x, jKU tf— /i/tf o y K>, v^n=f-;K &t>\ t&IH 
M^£ra«<Bft^4&&3*tfS£fc#"Tf£So ) > j^Stf (Mill {ggil^fc: 

h U #A, 83*jtfy if-;i/tf n y K>©J:3fcfb^te«ir3*ifc-5 :r >:* , > • -fe;bn 
*$tft$J ; 5# y jvmmi- h y ^A, ^f7'J>»A^J/^A©J:^Bl>rt> 
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, SSI (*?-;w\°^/<>\ ^n^w^^xDiei^/^^^^Ifix^ 
fM; ^nny^;-;k Kyi/jiT;i^i-;i^ 7xr.;n^;i/7;b3-;v© 
£e>&7;i/=l-;i^ ; JS-ffc^^if^n- ; 7i;-;K * l^V— J: -5 & 

7i;-;i/| ; n-9--;i/ ; Kn@t^ ; &t>\ v;i^>m%:mfz>z.£.j$ 
) > (MAtf, jfififffiMStl*, tmM, MftflcJPk #^5: 

[0 0 2 7] 

^;i/-4, 6 - f ;k > K y > - 7 - -2, 2 -£/^;i^ar?>7 

U TPS 0 . 1 mg mmiZlt 0 . 5 mg) , ±m l 0 0 0 mg (MMlZl* 5 0 0 mg 
) #M£Ptt«^©4§'&JC«, 1 m^fef TPSO. 0 lmg (£BgtC&0. 0 5 
mg) , ±R1 0 Omg ($fj»lctt 5 0 mg) £, fftAtC*f UT 1 B Mffc U 1 73rM 6 IS 

[0 0 2 8] 

flSfi, HMG-CoAljniiPlfltt, *3Re9J&M^"e&S^tWfl|jfilffiS!li:L 
6>©M*ttiE#>Jcfcy?&, N — ( l 5 -3t;;i/3j?^r2/^^;i/- 

4, 6 -^*^;t/-f > KU y- 7 ->f;i/) - 2, 2-i?^f Jl/7°DA'>75 KX 

6 y KU >- 7 ->f;i/) - 2, 2-^^^;b^n 

a>t^ FXi*?(Dmm±wt^tsti2>m.t. HMG-coAmTbmmmmM&n 
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jfbtf**/**)]/- 4 , 6-i;^^;K>KU>-7-^;i/) -2, 2-V**fr 

^nA>7^ Fxiz?<Dmm±m^2tiz>i&}i, hmg-co AmT^mmmmm 

(Dn^-Attmt. M4ifcT% 1:5 0 07?rM5 0 0 : 1 ©48HWT?& »J|&*. 
[0 0 2 9] 

BJ! CD^H ti r n e> iC pgjt £ tl -5 © T? & V ^ „ 
[0 0 3 0] 

1 1«»<B8H£F1 b/>A**-S:IMftK:fle/BLfc. MJli^rM^- ^t'lf 
L> 0. '0 1 0%33tyyt>f>S:^tffi, &t>*7K£ 

SSS^S-tefc. mMtt5%T^trr=fA^^(Z)^TO^^T, -B-Hk 7 

Lit. iiBgtsiiSia'Jigifee M^fcm fc^-To ra, vld 

Li±®fiifcSU JKSe«&^L, LDLl±fiM'j3K5fi«?:^l« HDLl« 
JtSU3j<SeSt«&^L, ft^AttN- ( 1 -Xtf-fr- 5 

-4, 6 > KU y- 7 ->r;i/) - 2, 2 -y*^;i/:/n/\ 0 >7^ K 

[^1] 



3 i/^-r-n— ;i/jBS 7fnyi->^ 



TC VLDL+LDL HDL >f>f'^X 



n> hn-;i/ 


253.0 


189. 


4 


63.6 


3.0 


>^A*#^>(3 mg/kg) 


244.0 


170. 


6 


73.3 


2.3 


ft-&*»A(30 mg/kg) 


170.9 


109. 


0 


62.0 


1.8 




151.1 


86. 


9 


64.2 


1.4 


(30 mg/kg) +(3 mg/kg) 













[0 0 3 1 ] 
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-^^f;H>F';>-7->f;i/) -2, 2-y^f;i/yny?>7U* 
©#3St&-£3¥tt, ^ft-erufiUiM&n uxr-n -Ji&zfstm v ldl + ldlhi/ 

(VLDL + LDLnl/^fO —)V/H DLnl/^fD — AO ICj^T^fo, ^ 
;U^f >fiMN- ( 1 5 4 , 6-*?* 

[0 0 3 2] 

mmm 1 

h U (10. Omg) % N- (1 -^r^^-Jl- 

a, 6 -v%*t-)\s4 y ku >- 7 ->r;i/) - 2, 2-^*^;i>^ 
n;t>7^ KSSifi (3 0. o«g) , %i (4 0 8. 0m g ) , hi??oni/f> 

•fy (5 0. Omg) MWJ^vni/^A (2. Omg) fl"^ 

[0 0 3 3] 
[#PJ!tf>£frJII] 

N — (l -tf 5 -A;i//Jf^S/^^^-4, 6-^*^;W 

>K'J>-7-^;i/) -2, 2 -^^f-;i/yn/A°>r ^ KXtt-t©l83I-tfMga 
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